* 
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CLAIMS 

A spheronized beadlet comprising: 

^1 about 80% to about 100% by weight of an acid 
labjJ-e medicament; 

b) about to about 10% by weight of a 
disintegrafcit ; and 

c) about 0% to abs*ut 10% by weight of a binder 
selected from the^ajroup consisting of sodium 
carboxymethylcellulosK hydroxypropylmethylcellulose , 
potassium alginate, sodiuttL alginate and partially 
pregelatinized corn starch, 

The spheronized beadlet of Claim 1 wherein the 
ab<d labile medicap«nt is selected from the group 
consis^ij^g of 2 ' , 3 ' -nideoxyadenosine , 
2 ' , 3 ' didepxy&ytpsineA pravstatin, erythromycin, 
digoxin and pancre&'fe^f. 

The spheronized beadlet \>f CX^im 1 wherein the 
acid labile medicament is 2 ' , 3 ' -cLi£te^xyinosine . 

The spheronized beadlet or Claim 1 wherein said 
disintegrant is sodium ^starch glycolate, cross- 
linked sodium carboxyiyfethylcellulose, corn starch 
or cross-linked polW-inylpyrrolidene . v 



^A pharmaceutical composition comprising a core and an 
enteHc coating for said core, said core comprising 
about SO^^bo about 100% by weight of an acid labile 
medicament, aboCrfe x 0% to about 10% by weight of a 
disintegrant, and abbut 0% to about 10 % by weight of 
a binder selected from tnbs^group consisting of sodium 
carboxymethylcellulose , hydro^s^roropylmethylcellulose, 
potassium alginate, sodium alginatlT^and partially 
pregelatinized corn starch. 
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The pharmaceutical composition of /Claim 5 wherein 
said core is in the form of a be^llet. 

The pharmaceutical composition pf Claim 5 wherein 
the weight ratio of enteric coating to core is 
between about 0.05:1 to about /O . 6 : 1 . 



p 



8. The pharmaceutical composition of Claim 5 wherein 
said enteric coating comprises a polymer and a 

10 plasticizer. 

9. The pharmaceutical composition of Claim 8 wherein 
said polymer is selected/ from the group consisting 
of hydroxypropylmethylcellulose phthalate, polyvinyl 

15 acetate phthalate and qellulose acetate phthalate. 
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10. The pharmaceutical composition of Claim 8 wherein 

said polymer comprises a methacrylic acid copolymer. 



20 11. 



The pharmaceutical composition of Claim 10 wherein 
said enteric coating includes the methacrylic acid 
copolymer in an amlount within the range of from 
about 5 to about B0% of the total composition 
weight, and said /plasticizer in an amount within the 
range from abouty 0.5 to about 6% of the total 
composition weight. 



30 



12. The pharmaceutical composition of Claim 10 wherein 
- said methacrylic acid copolymer is methacrylic acid 
copolymer . 



13 . The pharmaceutical composition of Claim 8 wherein 
said plasticizer is triethyl citrate, triacetin, 
tributyl seibecate, or polyethylene glycol. 
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The pharmaceutical composition of C]Jaim 8 wherein 

said plasticizer is diethyl phthalate. 

The pharmaceutical composition of Claim 8 wherein 
said enteric coating includes methacrylic acid j 
copolymer and diethyl phthalate. / 

The pharmaceutical composition of Claim 5, further 
comprising an anti-adherent coaling disposed on the 
exterior of said enteric coating. 

The pharmaceutical composition of Claim 16 wherein 
said anti-adherent coating is a hydrophobic 
material . / 

The pharmaceutical composition of Claim 17 wherein 
the anti-adherent coating is magnesium stearate or 
fumed silica. / 

The pharmaceutical composition of Claim 18 wherein 
the anti-adherent coating is talc. 

The pharmaceutical composition of' Claim 16 wherein 
said anti-adherent is present in an amount within 
the range from about o/. 1% to about 4.0% of the total 
composition weight. / 

The pharmaceutical composition of Claim 5 wherein 
said disintegrant is cross-linked sodium 
carboxymethylcelluj/ose, corn starch, or cross linked 
polyvinlpyrrolidone . 

The pharmaceutical composition of Claim 5 wherein 
said disintegrant is sodium starch glycolate . 
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23. The pharmaceutical compositioj/of Claim 5 wherein 
said binder is alkaline, 

24. The pharmaceutical composition of Claim 23 wherein 
said binder is sodium /carboxyme thy lcel lulose . 

25?^<Che pharmaceutical conftosition of Claim 5 wherein 
saiaittedicament is ptfavkstatin, erythromycin, 
digoxin, panc5^^«4^in , / 2 ' \ 3 ' -dideoxyadenosine, or 
2 ' , 3 ' -dideoxycytosirxe" 

26. The pharmaceutical /composistion of cTSriio^ wherein 
said medicament isj 2 ' , 3 ' -dideoxyinosine . 

The pharmaceutical composition of Claim 2 6 wherein 

J_d core comprises about 95% by weight 2',3'- 
dide^x^inosine, about 1% by weight sodium 
carboxymefc^ylcellulose and about 4% by weight sodium 
starch glycolci*fc<e . 

28. The pharmaceutical coifi^osition of Claim 26 wherein 
said composition is encapsulated in a capsule for 
oral administration . 

29. The pharmaceutical compositior/ of Claim 28 wherein 
said capsule is filled with ssaid composition in an 
amount equivalent to attain/ a dosage of ddl required 
for twice daily administration, 



30. The pharmaceutical composition of Claim 28 wherein 
said capsule is filled jwith said composition in an 
amount equivalent to axtain a dosage of ddl required 
for once daily administration. 
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A pharmaceutical composition comprysing: 

a) a dissolvable capsule; and / 

b) the pharmaceutical composition/ of Claims 5, 16, 
or. 27 which is encapsulated within said 
dissolvable capsule. / 

A process for preparing spheronazed beadlets, 
comprising: / 

a) mixing a granulation solvent, a medicament, 
optionally a disintegrant ,/ and optionally a 
binder to form a wet mass/ 

b) extruding the wet mass tcy form an extrudate; 

c) spheronizing the extrudate to form beadlets; and 

d) while spheronizing, dusoing the extrudate and 
the forming beadlets with a dry powder containing 
medicament, the optional disintegrant and the 
optional binder, which/ are in the same 
proportions as contained in the wet mass,, to form 
non-agglomerating beaplets; and 

e) drying the non-agglomerating beadlets to form 
said spheronized beafdlets . 

A process for preparing a pharmaceutical composition 
of enterically coated/ beadlets , comprising: 

a) mixing a granulation solvent, a medicament, 
optionally a disintegrant, and optionally a 
binder to form a /wet mass; 

b) extruding the wet mass to form an extrudate; 

c) spheronizing the extrudate to form beadlets; 

d) while spheronizing, dusting the extrudate and 
forming beadles with a dry powder containing 
the medicament, the optional disintegrant and 
the optional /binder, which are in the same 
proportions as contained in the wet mass, 

to form nonVagglomerating beadlets; 
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e) drying the non-agglomerating beadlejts to form 
dry beadlets; and / 

f) forming an enteric coating on the /dry beadlets, 
thereby forming the pharmaceutical composition 
of enterically coated beadlets. / 

The process of Claim 3 2 wherein ttte proportions of 
components within the wet mass aye between about 80% 
to about 100% by weight of medicament, between about 
0% to about 10% by weight of disintegrant, and 
between about 0% to about 10 % /by weight of binder, 
thereby forming high potency tfeadlets. 

The process of Claim 32 wheryein the medicament is an 
acid labile medicament. / 

The process of Claim 3 5 wherein the acid labile 
medicament is selected from the group consisting of 
2 ' , 3 ' -dideoxyadenosine , 2 ' , 3 ' -dideoxycytosine , 
pravastatin, erythromycin, digoxin and pancreatin. 

The process of Claim 33 wherein the acid labile 
medicament is 2 ' , 3 ' -djuaeoxyinosine . 

The process of Claim/32 wherein the disintegrant is 
selected from. the gyoup consisting of cross-linked 
sodium carboxymethmcellulose, corn starch and 
cross-linked polyvinylpyrrolidone . 

The process of C^aim 32 wherein said disintegrant is 
sodium starch glycolate. 

The process of /Claim 32 wherein the binder is 
selected from iche group consisting of 
hydroxypropylmethylcellulose , potassium alginate, 
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sodium alginate and partially pregelatinized corn 
starch. / 

The process of Claim 32 wherein saiM binder is 
sodium carboxymethylcellulose . / 

The process of Claim 32 wherein said granulation 
solvent is water. / 

The process of Claim 33 wherein/ the enteric coating 
is formed from a polymer and a /plasticizer . 

The process of Claim 43 wherein the plasticizer is 
selected from the group consisting of triethyl 
citrate, triacetin, tributyy sebecate and 
polyethylene glycol . / 

The process of Claim 43 whferein said plasticizer is 
diethyl phthalate . / 

The process of Claim 43 /wherein the polymer is 
selected from the groun consisting of methacrylic 
acid copolymer, hydrox^propylmethylcellulose 
phthalate, polyvinyl acetate phthalate and cellulose 
acetate phthalate. / 

The process of Claim 46 wherein said enteric coating 
includes methacrylic acid copolymer and diethyl 
phthalate . / 

The process of Claim 46 wherein said methacrylic 
acid polymer is Anethacrylic acid copolymer. 



TNI A CIP 



22 / 

The process of Claim 33, further comprising the step 

of coating the enterically coated beadlets with an 
anti-adherent to form anti-adherent/coated beadlets . 

The process of Claim 4 9 wherein the anti-adherent is 
selected from the group consistiryg of magnesium 
stearate or fumed silica. / 

The process of Claim 49' wherein said anti-adherent 
is talc . / 

The process of Claim 49, furtmer comprising the step 
of encapsulating the coated yoeadlets within a 
capsule. / 

The process of Claim 3 4 wnerein 

a) the medicament is 2 ' , 3/' -dideoxyinosine ; 

b) the disintegrant is sodium starch glycolate; and 

c) the binder is sodium /carboxymethylcellulose . 



